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Title compds. I {X = H, halo; m = 1-9; n = 2-12), which show eosinophil 
infiltration inhibition and antihistaminic activity, are prepd. Eight 
types of intermediates for I are also claimed. An EtOH soln. contg. 0.12 
g 1- (3- (acrylamino) propyl J -lH-imidazo [4, 5 -crinoline- 4 -amine (prepn. 
given), 0.13 g 4- (diphenylmethoxy)piperidine.HCl, and NaHC03 was refluxed 
overnight to give 75 mg I (X = H, m = 2, n = 3) , which in vitro inhibited 
hxstamine-induced contraction of tracheal muscle of guinea pig with IC50 
of 3.4 .times. 10-7'M, vs. 1.5 .times. 10-7 M, for diphenhydramine . HC1 . 
An ointment contg. I was formulated. 
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^^Aktfcfc^rt^lf^ («F4L<tt. + 
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[004 5] IB (8) t^J^T. 3HII*Hl:£**/\ 
OT^i^BkfctWiS^jWKfctitf. N.N- 3D 

94 H&=3rif) Tto&Z-tz - 1 tJ: oTsSiitfXfc^* 
*=. a^RJIHI (fcfcilf. ^9^^if^=-J^H^ 

[0046] ib (9) tcfc^T. sCxnofc^ittidHsi 
«TC* 0 . 5SII* Z> \M±l I • <rH£&* b b t C*25ttr* 

sfc/PATSF. XfS-A>^ X.fS—A'. n-TOKJ 

sfiie>fc£*jfc»*cfc0*r*4. i*^^, MIS* 
[0047] *»«»^«iT*9n*r s wmfr&v 

». *r-t^i. it*L mm. ssn. a <o 
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tot LT<i. R»ffl. «f6*h mWFl. ft* 
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[0050] 

•r-^tt. I R*^* hlU±B*4&£ I R-8 10J 
H-NMRW bJUtt Varian Itoity 400 MS Anan 
tm CiO«etfc. 
10051] («M1) 

4- T3- I^^^t? y) tph 

2.4-^oa-3-iho*y«jyo.l 9s (0. 
7 6 8—t>l ) JtVN- ( A<** is&jUT&ZA, ) - 
1 . 3 -TOASTS S'O .16k (0.768aol) 
frf*UXf-rt<TS>'5«]«t>. 7 OTCtrteRLT 1«WB« 

-fO'Vianru te» (m 8 so«) mm* 

7 -fcffL. n -^^tfV-BWftX-f-A- ( 2 : 1 v/ 
v) #aJM»tJ:»). 4- [3- (O'Um^ 
sif^rsy) TDe^7S/] -2-^00-3-^ 

hO#yy>'0.27« (0.65 laol) fi-»ft»*t 

*. 

[0052] »H-NMR (CDC It) 8 (ppa) : 1. 
79 (2H,m) . 3.35 (4H.m) , 5.02 (1 
H.br). 5.18(2H.s). 7.15(lH.b 
r) . 7.37 (5H.m) .7.57 ( 1H. t. J =8. 
01b) . 7.73 (lH.t. J = 7.8Hz) . 7.90 
(lH.d.J-8.4Hz) . 8.21 (lH.d.J-8. 
0Hz) 

[0053] (Wt«2) 

4 - [3- (^v/W^^^-ttX^TS TtJC 
*7S/] -2-^DD-3--f>DJf/!J>'0.27 

5 (0.6 51moI) *.X?y--A'10al(an*U a 

anitiftVKfio.2 2g (0.390M0D frio^c 

« ( N ai SO« ) ft. Wl«r«ET**L7t. Bfllfr^ 

J>-**S-/U(3 0 0 : UMmaSMfUztO. 3 
-7S/-4- [3- I'OiSnsttz/AA'tf^JUTZ 
/) 7D^75/] -2-^DD*/!/y0.12f 
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(0.312«ol) trft«£ft*& LTite. Zffihn 

(0054] 'H-NMB (CDC 1») S (ppa) : 1. 

76 (2H.in) . 3.30 (2H.m) . 3.42 (2 
H.q. J=6.3Hz) . 4.2 1 (2H,bs) . 4.4 4 
(lH.br). 4. 92(1 H.br). 5. 16(2 
H.s) . 7.30-7.39 (5H.m) . 7.46 (2 
H.m) . 7.89 (2H.ro) 
10055] (XJCM3) 

1 - f 3- ^>iSlV**is*n,iK-K,-r* j \ tph 

^1-4-»DD-1H-^g y/N. »i-rl* J 

3-TSy-4- [3- ( K>i?lWt* isiiK,X.-A,T 

sy) TTatA-rsyj -2-^00^/^0. 1 2 

« (0.31 2aaol) iZbV3L+/U*/V-bit/UX-b-0. 

5 2«i (3. 1 2*bi) tani. 1 oor:tejBI»UT3. 
5HHHIff Ufc. RJCa«:j«ffT«BLT. 1 - [ 3 - 

(o^iP3r^^ywc=A«rsy) ratw -4- 

^QD-1H— f s//[4.5-c]vyyo.i2 
* (0.304«ol) *»SMSH*fc LTWfc. i<0t J 

[00 56] »H — NMR (CDC Is) * (pp.) : 2. 
24 (2H.m) . 3.36 ( 2H. q, J =6. 4Hz) . 
4.67 (2H.t.J = 7.0Rz) . 4.95 (lH.b 
r). 5.14(2H.s). 7. 3 1 -7. 3 9 ( 5 H. 
m) . 7.6 2 (1H. t. J = 7.8Bz) . 7.71 (1 
H.t. J = 7.8Bz) . 8.09 (lH.s) . 8. 1 3 
(lH.d.J»8.4Hz) . 8.21 (lH.d.J=8. 
4Hz) 

[0057] (HJtM4) 3( 
■l-(3-75yroejt>> - 4— ypp-i h-^ a 

l - C 3 - (o^w^jwoi-rs y ) rotr 

/P] -4-^oo-lH— f SrV[4.5-c] *y 
U^0.128 (0.3 04«D!)t=JHfc**-B|B[3 
3%] 3Bl«r2ni., San.SiHaSBfLJt. KJBffl 
**ETmmu »atr i n r y 

(NatSO*) ttj8WSr«EET**U attfri'y**' 

3 2*IW? ( 1 2 : 6 : 1 v/v) »ajB«-tc 
±0. l - O-TSyrrotrA-) -4-?oo-ih 
— t S//[4.5-c] ^/'JV •iffitS60«(0. 
1 8 7«oi ) taRfeiHifct LT»*. Z<r>i,ax»Mt 

[0058]«H-NMR (CD3OD) S (pp.) : 1. 
94 (3H.s) . 2.3 9 (2H.m) . 3.12 (2 
H.t.J=7.8Hz) . 4.82 (2H.t.J=7.2H 
z) . 7.70 (2H.m) . 7.97 (lH.d.J = 8. 
0Hz) . 8.27 (lH.d.J-S.OHz) . 8.41 50 
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10059] (XJtM5) 

- c 1 *y U>-4-Tg ><7>^fff 
1- (3-7S/7oe*) -4-^DD-lH- f $ 
^/C4.5-c]^yy>.fH«a6 0«(0.187 

10 «W»tl N-*«Mt^hy»>A*jBW0. 5al 
fc. trlUBliriPB. Ux.? s—>\sfrt>m$& LT . 1 - 
"O-rS/TOKftO -lH->f S^/- [4. 5- 
c] *j>V>-4-T$.>1 ]«g (0.0455anl) 
S-SWtUS^OSa (np : 243~245t: (4MK) ) 

[0060] IR (KBr)cr' : 3320. 317 
0. 1650 

•H— NMR (DMSO-dt) 9 (ppa) : 1.93 (2 
D H.m) . 2.57 (2H.t.J = 6. 61b) . 4.64 
(2H.t. J = 7.0lte) . 6.55 (2H.s). 7.2 
6 (1 H.t. J -7. 21b) . 7.44 (lH.t.J- 
7.41b) .7.62 (lH.d.J=8.0lb) .8.12 
(lH.d.J=8.0Hz) . 8.1 9 (lH.s) 
[0061] (HttM6) 

4 - T3- (tert-7b*^ *,A,Xzut,-rS J) -my 
/UTS-SI -2-^on-H- - Ko*y.i v/rtftflfr 

2.4-y?DD-3-rhD*yyyo.59g (2. 
4 laaol) (tert-rr^i^/W^U) - 

> 1.3-7D«><i^S>0.4 2g (2.41aaol) 
MJxf-^TSVlOal*, 70T:tca«tLTl. 5* 
IBMWfL*:. JSEEThyxf-yPTSi'fc^L. HHE£ 
«fc>fW>'W8KL. «8*(Na»SO«)ftK 

**RU 4 - [3- (tert-rh^^^^TS 

y> roe^rs/] -2-^oo-3-;h D vy 

V0.6 1g (1.6 0aaol) ( mP : 1 59 

-1 6 It;) b LT»fc. C<0*>«<0»*W-r-^l± 

[0062] IR (KBr)cr' : 3310. 168 
0. 1580 

'H-NMR (CDCIa) 8 (ppa) : 1.50 (9H. 

s) . 1.77 (2H.m) . 3.27 (2H.q.J=6. 
1Hz) . 3.36 (2H.q. J = 6.0lb) . 4.82 
(lH.br) . 7.37 (lH.br) . 7.55 (1 
H.t.J = 7.8Hz) . 7.72 ( 1 H. t. J -7. 7H 
z) . 7.89 (lH.d.J=8.2te) . 8.27 (1 
H.d. J=8.4Hz) 

[0063] (JQt0f7) 



(9) 



1 5 

S>) TD ^TSVI -2- »OQ*>>U>^ 

4- [3- (i«rt-rh^^^4«iiprsy) 7t»e 
/wrsv] -2-^oo-3--hn*yy>'0.27 

8 (0.70«ol) *X*y-/W»lC»JKU «W 
rill! • 2**»*0.5 5* (2.4 5«ol) fctoi 1 

C*«t. ?an*Jk&?2Btt!lfU «H» (*«*) . 
Kff (Nat SO.) ft. «ffT**£S£L*:. »** 

^-IH»xf-/P ( 1 : lv/v) *a«#fcJ:0. 3- 

rsy-4- [3 - (to-t-rh^^yi^c-yt-rs 
y) mtr^rsy] - 2-?oo* yyvo. i5g 
(o.4 28aoi ) ism&mAt Lrnti. Zffihn 

(0064] 1 H-NMR (CDC la) 8 (ptm) : 1. 
49 (9H.s) . 1.73 (2H.m) . 3.29 (2 
H.t.J=6.2Hz) . 3.35 (2H,q. J = 6.0H 
s) . 4.28 (2H.bs) . 4.60 (lH.br) ', 
4.7 5 (lH.br) . 7.44 (2H.m) .7.87 

(lH.d.J=7.6Hz> , 7.94 (lH,d.J = 7. 
6Hz) 

(0065] (**M8) 

1- T3 - (te rt--yh^^/W^-;PT£y ) 7 
oe/Pl -4-^np-lH-^f/f4.5-cl 

3-T5V-4- [3- (tert-7>*»'*A'#XA<r 

5 meA-rsy] l 5 

S (0.4 28— ol) fclhyjt-MPsr^hsJs/Wj*— hO. 
3 6*1 ( 2. 1 4«— ol ) f:Jni.T. 1 0 OTTC^ttGIS 

U 'J ^ D7 hf77 4 —tZft 

U ?nuftn,j*-jtfS—A, (150: 1 — 100: 
lv/v) mmWtotZX'). 1- [3 - (tert-7>*^ 

*;p^-^rsy ) mtr/n -4-^od-ih- f 

5**/ [4.5-c] *yjy0.14g (0.388k 
I) «rafe»j»e (mp : 1 5 5~1 5 6"C) b LXH 

fc. z cr> LtrxnfttfemT- * immm o r*> 6 . 

(0066] 1R (KBr)er' : 3380, 168 
0. 1 520 

'H-NMR (CDC Is) * (pp.) : 1.47 (9H. 
s). 2.22 (2H.m) , 3.30 (2H.q. J = 6. 
4Hz) . 4.68 (2H.t. J = 7.2Hz) . 4.7 (1 
H.br) . 7.66 ( 1 H. t. J =7.6Hz) .7.72 
(lH.t. J = 7.6Hz) . 8.09 (lH.s) . 8.1 
6 (lH.d.J=8.4Hz) . 8.21 (lH.d.J = 
8.4Hz) 

10067] (»tfl9) 

1- (3-Tgy7nt?a,> -4— »pp-i n->f a 

yy > r4.5-ci 

1 - [ 3 - (l«rt-yh*y^z /i^rsy ) rot 
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A,] -4-^oo-lH- f syyt4.5-c] *y 
U^50« (0. 1 39kI) ^MtXf'WvaaKcjf 
ML. hy^/P^oiWo.l lal (1.39m>!) 

i N-^ww-Fy^xowgaiBiau^^i^jDi, 

^nn*/PAr5HttajL, (Eft (NatSO. ) (HfiE 

unto) Thv+*u-bLxms***nu 1- 
o-rsyroe*) -4-^oo-ih— ( srv 
10 C4.5-c]#yy>'i4Bf (o.0536«oi) 

MOT**. 

[0068] IR(KBr)cr' : 34 0 0, 159 
0. 1510 

•H-NMR (CDCh+CDiOD) * (pf») ; 2. 
06 (2H.m) . 2.72 ( 2H. t . J =>6 .8Hz) . 
2.98 (2H.br) . 4.64 (2H.t. J = 7.0H 
*) . 7.57 (lH.t. J = 7.6Rz) . 7.61 (1 
H.t.J = 7.6Hz) , 8.03 (lHs) , 8.05 
20 (lH.d. J-8.0HZ) . 8.1 1 (lH.d. J-8. 
0Hz) 

[0069] (aamio) 

1- O-TS/ypbTM -lH-^wri q 
-c1*yy>-4-ygy<y> ftig i+tn->\ 
1- (3-7S/mttH -4-?dd-ihh s 

*V [4.5-c] *y'jyi4« (0.05 36anl) 

frlttBWfia&VtcAlu *9J— n-SmiRif&srFm 
*r>*=T3«I«rlni. 1 5 OICtJrtftLT 1 WBf 
Us. EJEMtrHHETWBU Saoci N-*|«fcM* 
30 y>-McjB»0.3«ItJai«ai*tTOLT. 1- 
( 3-7*5 ytruWW -1H-- f 5rV [4.5- 
c] *yy>'-4-rS>'8B* (0.033 lwl) t 
i^fcW3*tt«U. 50t«50fl:^flit^BtL 

[0070] (MtWll) 

*a^;pt$ /) roe/n - iH-^gwri 

1- [3- ( tert.- 7b^^/j/^^T 5 y ) TDK 
40 /V] -4-^QO-l H--<=rV [4.5-c] *J 
V>3 0wz (0.08 3 IhoI) tCO^yPTS^l*! 
MP*. 1 5 0TCt3MRLT3i*B8»TL7t:. JSffTjt 
fWyO'S^TS>*S*U 1 N-«yft&*«*£r*B 
i«tx-f-U>T2H«lffltfc. «WSfrft*U&tt*X 

-M-y>i»*jtarra»t. ntt (Na*soo « 

7*77 4— (CtfU 9waibfrJ*-*9S— A' ( 1 5 
0: lv/v)*aiB*NCJ:9. 4-^^A-TSy-l 
- [3 - ( tert- 7 h*i/tl>l'X=Jl>T 5 V ) 7X3t£ 
» A-] -1H- f S^V [4.5-c]*yy>'35w 
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(0.08 1 laol) *afe»*(inp : 171-17 
2. 5"C) t LXIitZ. ZnhMyftKS&Hr—fim 

[0071 J IR (KBr) er' : 3330. 170 
0. 1 590. 1 540 

'H-NMR (CDC I 3 ) 6 (pp.) : 1.46 (9H. 
s) . 2.1 8 (2H.m) . 3.2 5 (2H.m) . 4. 
57 (2H.t.J=7.0Hz) . 4.64 (lH.b 
r) . 4.95 (2H. d. J = 5.2Hz) . 6.05 
(lH.br). 7.26-7.36 (4H.m) . 7.4 
7 (2H.d. J = 7.6te) . 7.51 (lH.t.J = 
7.6Hz) . 7.8 2 ( lH.s) . 7.92 (2H.t. J 
=8.0Hz) 

[0072] (mnmi2) 

l-(3-7 t V7D^) - l,H-/?Wr4 |g 
-cl 4 -T (WO 

4- ^>^;UT5y- 1 - [3- (tert-^y 
tf/l'tf-zl-TSy ) TUtr/p] -1H— i Sry[4. 

5- c] VJV30ig(0. 0695m!) $-^rK3« 
l«tt?U *«Hk/t9S*>A-K# [2 OX] 0. 1 « 

— CltU ^no**A->^y- A'-32X1MK 
(6:3: lv/v) SRUWJ-J: 9 B S-flk 
T/Mr 'J«ftTl&&£*»EU 1 - (3-rS/Toe 
A') -1H- fSrV[4.5-c] *yyv-4-T 
5>7«(0. 0290-oD *W8fe»*fc LT» 

100 73] (SOt«13) 

4- f 4- ( t«-t - T k ^Ajyx-ns-r = /) -r^ n. 

2.4-y7DD-3-Zho^yiJi/0.72g (2 
9 7»l)iVN- (tert-rh^^/U-Jf-A,) - 
1.4->fT*V7 , ^>'0.56g (2.97—01) fch 
•IXf^TS^l 2-1*. 7 0"CK:fl«tLT1.5«BI 

U ft* (MgSO»)». «ffT»Kte*L 
fc- «a£-n-^^>-i,;x^/Ux— 5r/p ( 1 • l v / 
») Th'J'fiU-f.LTJ'RL. 4- [4- (ter 

t-^h^^^jK^rsy) 7+n,T$s} -2- 

.97g (2.46-oI) 
t*fi»*<mp : 1 2 5—1 26.5TC) fc LT» 

[0074] IR (KBr) cr« : 3 34 0. 328 
0. 1 680. 1 540. 1 520 
'H-NMR (CDC I,) S (pp.) : 1.46 (9H 
s) . 1-63 (2H.m) . 1.78 (2H.ni) . 3 .' 
19 (2H.q.J=6.4Hz) . 3.47 (2H.q J = 
6- 1Hz) . 4.68 (lH.br) . 6.4 1 (lH.b 
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D . 7.52 (lH.t. J-7.7fe) . 7.74 (1 
H.t.J-7.8Hz) . 7.9 1 (lH.d.J-8.4B 
z) . 8.1 1 (lH.d.J=8.4Hz) 
[0075] (SBt«l4) 

?-T$S-4- 14- (t^—r^^isfi^rt-n.-r 
5y) ZT+,1,TZ „ -o-^ wyllvg>tf ^ 
4- [4- ( tert - r h ^ istrtstf-fo-r S j ) 
rsyj -2-^oo-3--|>D#yyvo.5« 
( 1.27-oD tx^y-A.! 3.H3SWU <8(W 
10 f [II] • 2**»n.0g (4.43«ol) fclDAlft 
HAulUKiUfc. &JG»£- 2 N - Tv^exr^Oc^Jt 
*oo**,AT2m»WU ft* (A«*) . fc* (n 
a,so«) ft. «ETS*«-«bU:. Wtokwtty 

Mxf-rt, (2 :1 v/v) mtiWMzl *) B*m***>, 

iwiarittts^x-f-^x— fjuvb y-f-ii — h lt» 3 

-TSy-4- [4- ( tert- r h ^^^4T-;pr = 
X) f+lVTS.;] -2-?uu*syyo.l2g 
( 0 . 3 2 9«ol ) SafelSfli: LT#*. 

[0076] IR (KBr)cr 1 : 3270, 168 
0. 1 540. 760 

•H-NMR (CDC Is) * (pp.) :1.44(9H. 
s) . 1.64 (4H.m) . 3. 1 7 ( 2 H. q. J = 6. 
OHz) . 3.27 (2H.t. J = 6.6Hz) . 3.89 
(lH.br) . 4.15 (2H.bs) , 4.59 (1 
H.br). 7.47(2H.m>. 7.77(lH.d.J 
= 7. 6 Hz) . 7.89 (lH.d. J = 7.2Hz) 
[0077] 0QtHl5) 
30 * ~ f4- ( tM- r K 3^ s y) 2a 

3-rsy-4- [4- (tert-r^^/^x^r 

S^)r^7$y] -2-^DD^!;v0.14g 
(0.384-dI) ChUXf-/^/ph^ > _ h0>3 
2.1 ( 1 . 9 2-ol ) Zta^ i o O-CCJfflRLT 1 ft 

( 150:1-100: lv/v) *{tJB#tCj: 

40 o. l- [4- (uri-rh^^^x^rsy) r 

-4-?OD-lH-. (S^V [4.5-c 

^•j>-o.i2s (0.321-oD «-aaafa»5i5 ( m 

P : 148-1 5 Ot:) fcLT»*. .TOtO*)*** 

[0078] IR (KBr) cr> : 1 695. 1 510 
'H-NMR (CDC I,) s (pp.) : 1.4 2 (9H. 
s) . 1.6 2 (2H.m) .2.06 (2H.ra) . 3. 
21 (2H.q. J=6.4Hz) . 4.58 (lH.b 
D . 4.65 (2H.t.J=7.4«z) . 7.66 (1 
50 H.t.J = 7.2Hz) . 7.72 <lH.-t.J-7.6H 
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x) . 8.02 (lH.s) . 8.13 (lH.d.J-8. 
4b). 8.21 (lH.d. J-8.2Bx) 
(0079] <XftMl6) 

1- 14- (tert-rb^isjttA&ZAsTSS) ?+ 
M -4-^DO-lH— f [4.5-c] *y 

UVO.lOg (0.267ho1) taib>f-^6alt£ 
SHU h!l7^4-aMR0.21d (2.67a»l) * 

ini*anwiffLfc. ranfrircTMU b* 10 
t= i n -Tuuti- b v •>A*»«2«iav«a*tini 

T^oo*^At5HSfllL. IBB (NatSO*) flWJ 

fci****) ?MJ*v*I^hLT«f»*raraU 1 
- U-TS/T'*-*) -4-^oo-lH— f $rV 
[4.5-c]*yyv4 5«(0.164kI) *$flt 

[0080] IR (KBr) or' : 3400. 295 
0. L670. 1520. 1360 20 
'H-NMR (CDCli) * (pm) : 1.51 (2H. 
m) . 1.96 (2H.m) . 2.66 (2H.t.J-7. 
2Bz) . 3.03 (2H.bs) . 4.53 (2H.t.J 
= 7.4fe) . 7.56 (lH.t.J = 7.4Hz) . 7.6 
0 (lH.t.J = 7.5Hz) , 7.97 (lH.s) . 8. 
02 { lH.d. J=6.4Hz) . 8.04 (lH,d.J = 
6.4Hz) 

10081] (mmi7) 

l- <4-T$s-r+n,) -i H-^g-r/u g- 

1- (4-T$S7-f-Jl>) -4-^OD-lH-f5/ 
V [4.5-c] ^yU>4 0as(0.14 6M>l) *Wt 

>*-T4uiimi % i soruztaiLximmttL 
iN-jWBMk^hy^A^jRto.s-itjBifc. mm 

*$r*TXLx^y-/v*>^WSaLT, 1- (4-TS 
yr-f-ip) -lH—fs^y [4.5-c] 

4-T5>14« (0.0548bb>1) fr&fttfc&ttA 

(m P : 227-230. 5*C (#f») ) tLXfUi. 40 

[0082] IR (KBr) tr' : 3340. 318 
0. 1650. 1 530. 1400 
•H-NMR (DMSO-de) 9 (*») : 1.30 (2 
H.br). 1.39 (2H.m). 1.89 (2H. 
m) . 2.5 5 (2H. t. J = 6.8Hz) . 4.5 9 (2 
H.t.J=7.0Hz) , 6.56 (2H.bs) . 7.26 
(lH.t.J=7.4Hz) . 7.44 (lH.t,J = 7. 
7Hz) . 7.62 (lH.d. J=8.0Hz) . 8.05 
(lH.d.J=8.0Hz) . 8.19 (lH.s) 50 
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(0083] (190118) 

4-^V^lPT£ /- 1 - T4 - (tert-T K**^ 

^ > - 1 srr r 4 . ^ - 

A>1 -4-^DO-l < = [4.5-c] *y 
UV70W (0. 1 87hoI) fc^S^rSS^al* 
Jni. 15 0T3=M»LT3BHWMfUfc. KEEiM 

— trttU ^ooi|5;i^-^^y— (15 
0 : i»a> »awH=j:9. 4-^s^rsy-i 

- [4- ltert-7b*is*HU#=Jl'T$S) ZTf-fr] 
-1H-- f S^y [4.5-c] *SV>7 9t (O.l 
77-bI) (mp : 1 5 1~1 5 3. 5"C) 

tLXftfz. Z*>t><o niiX.2iH T-9WZT<rm*)X 
**. 

[0084] IR (KBr)cri : 3380. 331 
0. 7930. 1680. 1595. 1540. 124 
5. 1160 

'H-NMR (CDC It) 9 (m) : 1.42 <9H. 
s) . 1.58 (2H,m) . 2.02 (2H.m) . 3. 
18 (2H.m) , 4.55 (2H. t. J = 7.4Hz) , 
4.55 (lH.br) , 4.95 (2H.d, J = 5.6H 
*) . 6.03 < 1H. t. J = 5.6Hz) . 7.23-7. 
36 (4H.m) . 7.47 ( 2 H. d. J = 7. 6Bz) . 
7.51 (lH.t. J=7.8Hz) . 7.75 (1H. 
s) . 7.90 (2H.d. J=8.0Hz) 
[0085] <mtM19) 

l-(4-T5/r^) -i h-^s^ta.^- 
cU/>jy-d-T?y^ 
4-^>^T5y- 1 - [4 - (tert-rh^^A- 
ttZfrTSS) -1H- 1 S^V [4.5- 
c] VJV6 7«g(0. 1 5 0anl) ***5bI«* 
ML. jWMfc/t^S^A-K* [2 OX] 0.1 5 s* 

an*.2Bi8a«MaLfc. rje»*s«u *sr»« 

— CttU ^QOJts^A-pt^y— /k-3 2%mi 
( 6 : 3 : 1 v/v) »mS^J: OSttfeamM**. 
Trt^ UftHL.T08***T2U l-(4-TSyr* 
/W -1H--T =rV [4,5-c] *yi;>-4-7- 
5^1 4« (0.0548wl) *«»fi©*fcLT1t 

fc. iwtwufctttii. itdtni 7«xk*nik-att 

(0086] (SBK0I2O) 

1- T3- f f4- fS^^AoCK**,) -1 -K^ 
[4.5-cl #yijy-4 -7S>^tf 
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a> ^ootffcO. 1 Og ( i . ImoI) JMi - (3 

-Ti/TD^) -lH--fS/»/[4.5-c]* 
yy>-4-TSV0.24« (l«ol) fcN.N-y* 
*/Ws*AT 5 K 3 0«ltC»iL. 1 - ( 3 

r s y me/p) - 3 4 s k . jggg 

(edci ) o.29k (1.5-0D taniTaaiTi 

^oojtyt^A-^^y-yp ( 1 o : Iv/v) TSBttSJ 
Lfc. U HE* (NatSOi) 

ft. «ET**£»*LT. 1- £3- [ (^oor-b 

*•*) rs y] 7oe*] - 1 h— i srv [4. 5- 
c] *yy>-4-T = >OTS£d8n« : »* : . c<oft^ 

[0087] b) a) T»*»iU5:l- [3- £ <*o 

orttA') rs y] roe*-] -1 h— < srv 

£4. 5-c ] *V i;v-4-TS>'««^«1||t>x^ 
V-n^5«ltCig))f 4- (y7i^Xh^y) ei^ 
y^*>.«B«a0.14 8 (0.4 7 2-o!)2K*l»Wc 
»f-h 'J'>A4 8ras (0.566«ol) £Jn£. 7^ 

tCftU. ?BD*/l/A->^/-j|, (30: 1—20: 
lv/v)»KMHi.fc:j;»K 1 - £3- £ £4- (i^x 

mf^) - 1 i^r-e-f-A-] rsy] r 

D W -1H— fSrVE4.5-c3^yU^- 4 
-7=>-20w(0.0364iel) *SWfe#ftWfc 

10088] IR (KBr)cr« : 33 20. 165 
0. 1525. 1070. 700 
'H-NMR <CDC I,) 9 (pp.) : 1.70 (2H. 
«n) . 1.86 (2H.m) . 2.19 (2H.m) . 2. 
27 (2H.t.J = 10.4Hz) . 2.74 (2H 
«n>. 2.98 (2H.s). 3. 3 9 ( 2H. q. J = 6. 
5Hz) . 3.45 (lH.m) . 4.54 (2H.1.J- 
7.0Hz). 5.49(lH.s). 5.60(2H,b 
s) . 7.21-7.36 (lOH.m) . 7.38 (1 
H.t.J = 7.2Hz) . 7.51 (lH.t.J = 7.7H 
*) . 7.8 2 <lH.d.J=8.2Hz) . 7.89 <1 
H.s) . 7.90 (lH.d. J = 8.0Hz) 
10089] (S5MW21) 

1- T3- <T?>)jv-r? y> - roeiUl -! u-j a 
f/f4.S-r1*yuv- i! - y g^ tf 
1- (3-rsyroe;K -1 H--f =^y [ 4>5 
-c]^/y^-4-TS>0.24g <l«ol> *N. 
N-^f-yt,*/PAT5K3 0«l«WIL. T^»JA« 
75*1 (l.irt) Mfl-{3-V*+*risr 
Dt *' -3-Xf-^iP*^ S H - «»tt0 2 9 

5*W»L*. K* 
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? (10: 1 v/v) r4BNMBLfc. « 
**T«»U «&H (NatSOOfe. MGETIMK** 

rhU-f-AU-FLTWBU 1 - £3- (T^U^T 

sy) rotr*] -l h— f srr [4.5-c] +y 

'J^-TSVO.Hg (0.474m>1) 
»S (mp : 1 73-17 5X:) tLTWfc. 

£0090] IR(KBr)cr':3330; 320 
0. 1630. 1525 

•H-NMR (CDC I.) * (ppm) . 2 . 25 (2H. 
m) . 3.47 (2H.q.J=6.5Hx) . 4. 61 ( 2 
H.t.J = 7.0Hz) . 5.47 (2H.bs) . 5.7 
(lH.br). 5.71 (lH.d. J= l0.4Bz) . 
6.09 (lH.dd.J=16.8. 10.4Hz). 6.3 

2 (lH.d.J«16.8Hz) . 7.33 (lH.t.J = 
7.6Hz) . 7.53 (lH.t.J=7.8Hz) . 7.83 
(lH.d.J=8.4Hz) . 7.92 (lH.s). 7.9 

3 (lH.d. J = 8.2Hz) 
£0091] (XME9I22) 

1 - T3- r r 4 - f^.aM b±kJ - ? -»~ 
jiyyyp/ty^jui -rig /i td^] - j a 
^/ T4. 5-c l»/nv-^-7?v^ 
1- £3- (r^y/PTsy) yct^A,) - 1 H-^f = 

^V£4.5-c] *yyv-4- r a >0 . 1 2« 
(0.4 0 6«*>l) Sr-X^y-iH OBltJBfL, 4- 
(y7ir^ t^yyy . 40KB0. 1 3g 

30 (0.427«ol)aveaMcaWhU^A38«r(0. 

4 4 7-»i)*jD£. lwsaaiaufc. ^mrera 

h?77 4 — fcrft tfc . ? dd*a.a-^ ^ y — < 4 
0 : 1 v/v ) iWJWte i 0 gfl(Mif AX>. ffiKV^tt 
Jt— r^T-hy^-jtp— M,T**KU 1 - [3- 
£ [4- (^x^hfj,) -1-fci/^-^rn 
Afy-f/H rsyj 7-oeyp] - 1 h— f s^v £4. 

5-c] *yy>-4 -TS V7 5« (0. 1 33a»- 
1) tWW&IB^ (mp : 1 78~1 8 2t:) bLXft 

[0092] 1 R (KBr)cr' : 3330, 320 
0. 1640. 1530. 1080. 700 
'H-NMR (CDC l») 8 (ppa) : 1.61 ( 2H. 
m) . 1.84 (2H.m) . 2. 1 3 (2H.m) . 2. 
20 (2H.m) . 2.38 (2H. t. J=6.0Hz) . 
2.54 (2H. t.J-6.0Hz) . 2.74 (2H. 
m) . 5.48(lH.s). 7.21-7.54(11 
H.m) . 7.51 (lH.t,J = 7.7Hz) . 7.83 
(lH.d.J=8.4Hz) . 7.9 1 (lH.s) . 7.9 
4 (lH.d.J=8.4Hz) . 8.68 (lH.br) 
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10093] (XttM23) 

1- T4- <T»»JJl,T£y) ^T-IH->f5r 
1- (4-T$S7+lU) - 1 H-<f [4.5- 

cj #yuv-4-rs>'0.26g ( imD *n.n 

-y^fA^^TS K3 0.1CSSL. T^Un«7 
e^) - 3 -Xf-*jJrA.jfJ S H • ISBSO .29 8 

( i . 5 -mi ) s-aoixa-c i mmtf l*. sjeat* 

( 1 0 : 1 v/v) T^SttajLfc. 
L. 700*^A->^y-A. (10: 1—8 : lv/ 

v)jRW»J'fc:J:0. l- [4- <r^y/prsy) r 
-iH— f s^/[4.5-c] ^yy^-4- 

T Si' 90 nig (0. 29 lmmo 1 ) fc»lHMB3fc 
(mp : 1 76—1 78"C) fcl,T»fc. i<Ofc<0<D» 

(0 0 94] IR (KBr)cr' : 3320, 3 20 2D 
0. 1640. 1 530 

•H-NMR (CDC la) * (pi*) : 1.65 (211. 
m) . 2.04 (2H.m) . 3.40 (2H.q. J = 6. 
7Hz) . 4.58 (2H.t. J = 7.2Hz) . 5.50 

(2H.br). 5.52(lH.br). 5.65(1 
H,d. J = l 0.2Hz).6. 03 < lH.dd.J = 16. 
8. 10.41b) . 6.27 ( 1 H.d. J = l 7. OH 
z) . 7.3 3 (1 H.t. J = 7.6Hz) . 7.5 3 (1 
H.t. J-7.7Hz> . 7.83 ( lH.s) . 7.83 

(lH.d.J=8.6Hz) . 7.93 (1 H.d. J = 8. 30 
4Hz) 

(0095] (9HtM24) 

1- T4- T T4- (SS-r^ ^Xh*^ -1 -e^ 
VWTanjA *n rs J^ t +m - 1 H->r 

'/f4.5-c1#y>i>-4-7Sy<>>6g 

l- [4- (7?y*7sy) r^/io -l h— t 

V [4.5-c] #yy>'-4-T5>'85«g(0.27 
5«nl) tx^y-iU7«ICj8J||L» 4- ( : JV x 
^r*^) e^Ui^V -4UMI88ag (0.2 88mo 
I) aM«M<aW- MJ ? A 2 5« (0.302«l) $• 40 

l+Ui. ?oo*/U->5/-^(50: lv/v)» 

•f-iP-M,T?TXU 1- [4- C [4- (y'7i- 

-1 H->f SrV [4.5-c] 4fyj>-4 
-T5^48«g(0.0 83 2«Bl) S-fifeW* (m 
P : 1 74-1 7 6r) t LT»fc. £*>fc*>*HHK* 
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(0096] IR (KBr)er' : 3370. 310 
0. 2950. 1640. 1530. 1090. 75 
0. 705 

1 H— NMR (CDCIj) S (pp.) : 1.48-1.6 
3(4H.m). 1.77 (2H.m). 2.01 (4H. 
■ ) . 2.30 (2H. t. J=6.0Hz) . 2.44 (2 
H.t. J -6.0ttz) .2.63 (2H.m) . 3.28 
(2H.q. J=6.5Hz) . 3.3 7 (lH.m) . 4.5 
6 (2H.t. J = 7.2Hz) . 5.42 (2H.bs) . 
5.47(lH.s). 7.21-7.35 (1 1 H. 
m) . 7.5 1 (1H. t.J=7.7Hz) .7181 (1 
H.s) . 7.82 ( 1 H.d. J=8.0Hz) . 7.92 
(lH.d. J-8.0Hz) . 8.58 (lH.br ) 
(0097] (Xf«9l25) 

1- T3- r T4- f U-^dd?,^) 7,rA. 

otriui -iH-y5^rr4.g -ci »y»i>-4 
l- [3- (r^'J/P7- = y) yutrju] - 1 h— <s 

[4. 5-c ] */y>-4-7$>5 0ig(0.1 
6 9ho1) $r^^-A-5mlt»WL.. 4- [ (4-^ 
OO^xXA') 7i-W r-*>-] trMJ^-URS 
6 Oag ( 0. 1 7 8a»l ) »W JHK***- Ml »> A 1 6a 

«(o.i86-oi) taaiTiHaaHBjLJt. 7am 

n7h/?7 * — fcrftLfc. ?oo*4/i-^^y-A- 
( 4 0 : 1 v/v) SffiBftC J: 0 S*flft*fttf>. #«» 
*ttx— r/kT r 'J *• jl U- r- U 1 - [3- 
[ [4 - [ (4-?007i=A») 7i^/M 

-l-e^y^xro^y-r^] rsy ] 7ot;p] - 

lH->(5r > /[4.5-c] +y'J>— 4-T5^4 
0«(0.0669aol) (mp : 17 0— 

17 2. 5X2) fc LT»*:. COtOTOiHtWl-r-^ 

[0098] I R (KBr)cr' : 3320. 320 
0. 2940. 1640. 1530. 1080 
'H-NMR (CDCIj) J (pp.) : 1.5 9 (2H. 
m) . 1.8 1 (2H.m) . 2. 1 3 (2H.m> . 2. 
20 (2H.m) . 2.37 ( 2H. t. J =6.0Rz) . 
2.54 (2H. t. J=5.8Hz) . 2.72 (2H. 
m) . 3.37 (2H.q. J=6.4Hz) . 3.40(1 
H.m) . 4.59 (2H,t. J=7.0Hz) . 5.43 
( lH.s) . 5.4 5 (2H.bs) . 7.2 3-7.3 
4 ( 1 OH.ra) . 7.51 ( 1 H.t. J=7.6Hz) . 
7.83 (1 H.d. J -8.4Hz) . 7.91 (1H. 
s) . 7.94 ( lH.d. J-8.4Hz) . 8.5 9 (1 
H.br) 

(009 9] (3&ttW2 6) 

l - T3- (4-»oDii> 7j'/>r<u7gyi -mf 
n,i -ih->( T4.5-ci #v>jy-4-y 
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£££££ 

i - o-rsvrot/u) -iH— < s^y*[4.5 

-c] *SV>-4-T$.>G.24z (loot) *N. 
N~j'/f"A'S!A'A7S K3 OalfczSSL. 
BI80.1 lal ( l. l-ol) (3-5/>-f-rt,T 
S ^TDtA-) - 3 -Xf-/|^;U;K£?-f 5 H - fflSfc 
0. 29 g (1.5-dI ) SriDiJBfflriftaWLJt. K 
flSSfcaaMcfcjui. IWtx-f-A'T3EH*aiL*:. im 
»****rafc»u tec ( Na t so4 ) «k wet» 
Lfc. r a-s 4>fc*T )• U u— 

hLTTOU 1 — T 3— (4-7nruu7? jut 
S/JTOt*] - 1 < [4.5-c ] *J 

U>-4 -T5 V3 0« (0.08 6 7mo1) 

»)T**. 

[01 00 J IR (KBr)er' : 3 3 3 0 . 32 0 

0.1650.1530 / 

'H-NMR (DMSO-ds) * (pp.) : 1.9 1-2. 

04 (4H.m) . 2.26 (2H.t,J=7.4Hz) . 

312 (2H.q,J-6.2lte) . 3.64 (2H.t. 

J=6.6Hz) . 4.59 (2H.t.J = 6.8ttz) . 6. 

58 (2H.br) . 7.2 6 (lH.t. J = 7.4H 
z) . 7.45 (1 H.t.J = 7.8lb) . 7.62 (1 
H.d. J=8.0Hz) .8.03 (lH.d. J = 7.6H 
2) . 8.05 (lH.br) . 8.20 (lH.s) 

(01011 (9UIH27) 

l- T3 - r T4- u? zx£teLh£kl zJ 

V T4.5-C1 */u v- 4-r»y^ 
i - [3- (4-7DDA-7'?y^;k7Sy) roe 

AO -1H-- ^$:rv-[4.5-c]^ry'y>'-4-7• 
S>'25■g(0.0722-ol) . 4- (i?7xXA* 
h*is) t^yy> -ffl«a4 4w( 0.1 4 4-ol) 
&tfKtt#!S*7.&4 0ag(0.28 9- ol) fcN.N-y 
/»» 8tol>A7S K3«1»T, 1 0 0X:(C»8!!iLT8l^ 

ffiU «M <NaaSO«) «. *flET*tt*S£Lfc. 

D*^-^^y_^ (15 0: 1—70: 1 v/v) » 

fvxU- rl/C. 1- [3- [ [4- (y7i^Mh 
^S") -l-t^UyW/^] 7Sy]7Dt 
*•] -lH->f [4.5-c] ^1^-4-7 

5>1 5-(0. 0260-oD «-afi»*(mp : 1 
5 8-16 2.51C) tLT»Jt. CKOfc 
-r-^lltlToaOT**. 

10102] IR (KBr) a* 1 : 3200, 164 
0. 1 530. 1 070. 700 
'H-NMR (CDC 1 s ) 6 (pp.) : 1.6 2 (2H. 
">>. 1.77(4H.m). 2. 1 0 (2H.m) . 2. 
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1 9 (2H.m) . 2.29 (2H.t. J-7.0Hz) 
2.34 (2H.t.J«6.4Bz) . 2.69 (2H. 
m) . 3.35 (2H.q.J=6.5te) . 3.40 (1 
H.m) ; 4.58 (2H.t.J = 7.0lfe) . 5.45 
(2H.bs). 5.47(lH.s). 7.19-7.3 
4 (1 lH.m) .7.51 (lH.t.J=7.7Hz) 
7.82 (lH.t.J = 8.4Hz) . 7.92 ( 1 H. ' 
s) . 7.93 ( lH.d. J=8.2Hz) 
10103) («t«28) 

-lH->f $rr r4.5- c 1*yti>x->._^ 

1- (3-rsymtriP) -iH— rsrv [4 5 

-c]VJ>'-4-7Syo.32g (1.33-oD 
trN.N-^>f-^n^TSH4 0«l(araiL, 5- 
^ODS*»0. 1 5al ( 1 .4 6— ol ) &V1 - ( 3- 
V*+A,T$STx3\:i\,) - 3 -*+JUt,A,tf^ S K 
•8K80.38g (1.9 9-ol ) «n£SBaTl ft* 
SJSmtZ^frMJL. IWfX^T2EIS^fc:^ 
20 DD^-y^y-n, ( 1 0 : lv/v) T2B»aiL 
fc. *MtM*TS»L. ft* (Na>S04)tt. 

rLT*»RU 1- [3- (5-?noAA^y>f^ 

rsy) 7ot*] - 1 H --r srr [4. 5-c ] * 

yy>-4-7S>0.16g (0.445-OI) 

a or**. 

f0104] IR(KBr)cr':34 7 0 . 3 2 9 
0. 1650. 1525. 1395 
30 'H-NMR (DMSO-d«> * (pp.) s i . 6 2 ( 2 
H.m) . 1.7 0 (2 H.m) . 2.00 (2H.t. J = 
7.0Hz). 2.12 (2H.t.J=7.4Hz) . 3.12 
(2H.q.J = 6.3Hz) . 3.62 (2H.t.J = 6. 
2Hz) .4.59 (2H.t.J = 6.9Hz) . 6.61 
(2H.bs), 7.26 (lH.t.J=7.6Hz> . 7. 
45 (lH.t.J = 7.8Hz) . 7.63 (lH.d.J = 
8.4Hz) . 7.98 (lH.br) . 8.04 (1 H.d. 
J=8.2Hz) . 8.21 (lH.s) 
T0105) (93WI29) 
40 1 ~ T3- f T4- -i -eg 

1 ~ C3- (5-^ddM^^a,75/) 70e 
AO -1H-- f 5^V [4. 5 — c ] y 2^-4 — T 
SV5 Oog (0.13 9— ol ) » 4-(y7xZ^F 
*£✓) fOJi^ - SBMS4 2ag ( 0. 1 3 9— >l ) & 
VJKK#y»>.&5 8Bg (0.4 1 7— ol) fcN.N-S/y 
***/U&TSK3«l«frC\ 1 0 0X^*8* LT7*WJ 
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10 



20 



ma^ArA.-* 9J—fo (10 0: 1 —7 0 : 1 v/ 
v) mathHzJ: 0 B«tt«r**>. »*S£ttx— 
•ChUf-AU-hUTOTKL. 1- [3- [ [4- (^ 

7x-^K>-) -l -W)i?yi>*s4A>] r 
syj me^] -ih— r srv [4.5-c] *y 

yy-4-rS^20ig(0.O338«>!) *Bfe» 
* (np : 15 2—1 5 4T:) t LT»fc. Z.a%>9#i 

C0106J IR (KBr)ca': 3330, 320 
0. 2940. 1640. 1 530. 1070. 700 
■H-NMR (CDC Is) * (pp.) : 1.50 (2H. 
m) . 1.6 4 (2H.«).1.6 9 (2H.m) .1.84 

(2H.m) . 2.08 (2H.m) . 2.19 (2H. 
m) . 2.2 0 (2H. t. J = 7.4Hz) . 2.30 (2 
H.t,J=7.2Hz) . 2.70 (2H.ni), 3.36 

(2H.q. J=6.5Hz) . 3.41 (lH.m). 4.5 
7 (2H.t.J = 7.0Hr) , 5.45 (2H.bs) , ( 
5.49 (lH.s) . 5.94 (lH.t.J = 5.8H 
z) . 7.21-7.37 (1 lH,n) . 7.52 (1H. 
t.J = 7.7H2) . 7.83 ( 1 H.d. J=8.4Hz) . 
7.90 (lH.s) . 7.92 ( 1 H.d. J = 8.4fe) 
(0107] ««t«30> 

1- T3- (6-m»^y^Tsy)TDK 
/H -iH->fsy/r4.s- cl#yuy-4-7 

1- -1 H — f 5rV [4.5 

-c] *yj>-4-7S>0.24g ( 1— ol) fcN. 
N-y/f , /W?rt'i»7S K3 OiltdHL, 6-7nt 
*7^3>1I0.2 1 g ( 1 . 1 Ml ) SIX 1 - (3-ao< 

fn-rs/TDtn-) - 3 -2L.<t-A,i]A,xi;4 s f • tt 
wio.298 (i.5mi) em*, Msriamfi 

fc. SJBat:*B*«rlni|«fix-f-/wr2EMfcilL. <g 

«(N aa so.)tt. *ETStt*s*u:. as*x 

— r/W^fetl^Th'J'f-j.l — hLT?"EL. 1 - [3 
- ( 6 -ro^N^-tfv-f ^7S/) ToeAO - 1 H 
— f S rV [4.5-c] ^-yj^-4-TS >-50«g 
(0.12 0-ol ) *RSfi»3|Ei: £«>(,*> 

(0108] IR (KBr)er' : 33 30. 320 
0. 1 540. 1 540. 1 395 
•H-NMR (DMSO-dt) 6 (pp.) : 1.36 (2 
H.m) . 1.52 (2H,m) . 1.70 (2H.m) . 
2.00 (2H.m). 2. 1 0 (2H.t.J = 7.0H 
z) . 3. 1 1 (2 H.m) . 3.6 0 (2H.t. J = 6. * 

.^JWHfctMtl 0 . 2 g . 

VA>t'9y*S?<H,-b (SP-20) 2.0g 

su^f-vK-f vme/K i pm) 0.4* 
&&7*»y 7.4 g 

r« ^* 10. Og 

(0112] 80t:tCjBa5L>ty^b^>ty5^u-*50*h (SP-20) 2 *(=*#3flUMH0. 2 gfrfttifl 
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*8lb) . 4.59 (2H.t.J«7.0lfe) , 6.56 
(2H.bs) . 7.25 (lH.t. J-7.4H*) . 7. 
44 (lH.t.J = 7.4Hr) .7.62 (lH,d.J = 
7.8te) . 7.95 ( lH.br) . 8.03 (lH.d. 
J=7.4Hz) . 6.20 ( lH.s) 
(0109] (9010131) 
1 - T3- T T4 - (v'7x-M K*^) - 1 

y/f4.5- c U/>lv -4-rgv^ 
1- £3- (6-7 r O*^^try^rt.T5y) 70t 

-lH—farv* [4.5-c] *vyv-4-r 

iV45«(0.1 08moI ) . 4- (y'7i-M H 
*£✓) JBBB86 5«g (0.21 5-ol) X 

tfKft*y<7.&5 9ag (0.4 30«ol) tN f N-i/> 
f/WiA'i.TS K3«l+. 1 0 0"CK&S*LT8*Hfflf 
#Ui. *UE«fci*S-loi^DD*/WAT2HllifliU. 
ttH (Na,SO,)tt. KET8tt*«£l,*:. a** 

J*-X9J—fr (15 0:1—70:1 v/v) SifiMfl- 
<= J: 0 Stt*fcft*>. jWW£*x-x/WT hUf-iU 
-M/CHBU 1- [3- [ (4- (^i^h 

-i-wjj;j^f/^)H rsv] roe 

iU] -1H— f SrV [4.5-c] 
5 V28w ( 0. 04 6 2wm>\ ) fr*ft&8)£ (mp : 

1 5 i~i 5 5-c) t Lxmtz. z.a>\>nnm&V}T 

[0110] IR (KBr)cr' : 3330. 294 
0. 1630. 1540. 1070. 700 
'H-NMR (CDC Is) * (pp.) : 1.31 ( 2 H. 
m) , 1.48 (2H.in) . 1.63 (2H.m) . 1. 
70 (2H.m) , 1.86 (2H.m) . 2.07 (2 
H.m). 2.17 (2H,t.J = 7.6Hz). 2.20 
(2H.m) . 2.27 ( 2H. t . J = 7. 6Hz) . 2.7 
1 (2H.m) . 3.37 ( 2H. q. J = 6 . 5Hz) . 3. 
42 (lH.m) . 4.57 ( 2H. t . J -6.8Hz) . 
5.45 (2H,bs) , 5.50(lH.s). 5.62 
( lH.t. J=6.0te) . 7.21-7.37 (1 1 H. 
m) . 7.5 3 (lH.t.J=7.7Hz) . 7.8 3 (1 
H.d. J = 8.4fe) . 7.90 (lH.s) . 7.93 
( 1 H.d. J =8. 2Hz) 
(0111] («t«32) 
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tfiSmtt:. ziitzi vx+>m4 yrobp ( i p 

M) 0.4g*jB£fcflL JB«a»JfflW(8 0T:) LT 
[01 1 3] UMSW1) 

8 Ot:C^Ufe>f V^-rT y >«5 g(C3HiBJf>'4 9 

8 8 8 1 5 «e«*>*iirc^*u:'f s h o . 5 g 
trtatimmfKLtc. ztitz* tmm* (eon) lt 

J3Hfcfie-7-ty^l 9.5g**i£, «tL*#£M 
[0 1141 (lt««2) 

0. 1 2«!)yfDVV«f (i^fy^PKK) **<0± 
±«HLfc. 

[0115) (SatH33) 

ftb*»g>*M < 

(1 ) «t£& 

«*3 0 0-6 0 0 Hart 1 eyS^WE 

1 a h i i L> (NaunyD-5cbaiedeberg*s Arch. PharMco 
1.. 332.219-223. 1986) (Cfc SKK&SrUt 

fc. «*«3 7TC«nflL^S»7S (Krebs bicarbonat 
e»E:NaCl 118.1* CaCli 2.5.K. K 
HjPO« 1 . 2aN. KC I 4.6M, Ms SO* 1.0 
■M, NaHCOj 2 5«M. glucose ll.lrt. p 
H : 7.6 5) €r*tL7t 1 OalV^jf^^lg^tcf^ 
U 9 5XOt, 5%C0»O«^^tii^L^. ** 
wttfflftW* l S t U *«>*KteBaSH!:*aaj h 9 
^Xfa-t- (NEC San-el. T>pe 45196A) 
lEJjTyy (NEC San-ei,Type 1236) iitLX4> 
?Wls?+V-y- (RIKADENKI 8-50) _tC3E»Lfc. 
[01 16 IflHctiima incubation LTj&wf>bX* 
5X1 0*»M) «rtt*LT«awa6«-»fc. 

fc. tttttt£ft£2 0#faiMMU IMWt^WS^If 
»Ob x? s >OTOiIK^f|»)*t3i«>fe. 

[oii7] t * ? s >=MS*mititm*i&*£ . * s 

**r" (l—f , /7'f-/P-lH->f$^v'[4.5- 

WSm ( D M S Offyr^JC *S8«*»T<o«*fflflEii 0 . 
1%) Lfc. 

[0118] (2) at* 
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( I Caatt) $-OT^« 1 %ft 
«2 2. 24. 2 7. 2 9XV3 1 Ofc^fWi^xV 
b K» S ffcRfifc: bx* 5 >*»*il<jroiLfc. 
[01 19] 
[«11 

El 



10 











1UM2 2 


[ 3.4xl0'»ll 




4. Ox 1 0" f M 


XMM2 7 


1. BxlO-n* 


XHI2 0 


3.4xlO*'M 


XM31 


2. 2xio*'M 



[0120] (S»W34) 
IS 



■MtfcMSOfcOBa 1 b/c79x (It) te*^I^T 

20 (») £owk\Lim^m{umcomz!fmiz&L 

[oi2i]©r-£*aw«m 
o.9saafl:^h yi>A*»«2 oai^-r^b 9 *>tr 

— (Derwataphagoldea nl ei on ya l nus : internaUonal B 
iolo*icals,lnc.;Lot.No.l4679) 1 gfcjRJuU 3 0il 
<0**5^-< X.-Kr ht=»L. *»T. 4 0 00-4 5 
O On»T**v'-M XU (BttrFT***^ X 

■r-fXL*:) . **S^XLfc»«f-5 0.l<Oitittr 
30 C»U SST3 5 0 0nwT5AfiS8»ffVK Jifi* 
«*0j«We»Lfc (SSA) . ,I««ff*2im»)S 
■tZtlzJi-yX. J8«B. S»C*»fc. *R* (RO 

*) -c+KSfrLtzimm (Exmmm ■■ seaaies c 

ellulose Tubinng) fc. S»A. B. Cfr?*l<eftJfA 
U 4trC0 . 9 %ffi(t^ h U ?>A*»jKC>tL"r— 

*. mtizn-ytz. aw»T». »»a. b. c*>*>- 

'^IK# Wt^jeJi^r-r h (Protein assay Reagen 
t BCA Kit : PIERCE.inc. ) TJI^U. #>*OjS«t 5 0 
Oi/g/Bi<o^w^imstct:6J:3K:. 0.9%«<t^ 

y~WRmi&.£ Lti. Z crttm±Qzm*r3. T'— 80XTT" 
[ 0 1 2 2 ] OSRf^&t^Sfi 

»«ram»»4:Ufc. &mr?4 its.??- (f-zwett 
«) tffl^. ^x^wBff>ATizz^ms.iz»um 

so [oi 23j«etitiiaa«!2iBttt. o.9%mt 
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•f hv «>A*jgjtr 2 o o ug/mwfw<?mauzwm 
[0124] o& ma&BLvmmm&nam 

S&4 8Htf3&tzm&2lHtz£ *)-7*7X±WBt\Jtt»tr> 
«UMrM8TB0. V-**7L*M»*+>0tZlcmm 
iZBUMitm Ltz . tslflK L*:fiy»H 1 0 X<M£^^7 >J 
>«ft« (3-->-^l 5-litittP«ffl) fcAfll B 

km«2*£*r<D2*jrcifo>t) . «*««stti^ 

ftftft (4 00/3) 1 ln££ *>*)«««:* 

C01 25} «*!*(*> = ( (««a^W<0JHW» 
ft) } XI 00 

[01 26] ftSftttftfeaiOl 

[0 1 27]©W«ft#.^ffi 

(*f$ftS*fi£ : Occlusive dressing technique* 

S2 
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ftft*9-208584 



10 



20 



* (ODT) ) 

**«o»«rvU 5fcr|*^L*. ffft*ftaS&B*£ 

*/c**#t=*4^t«>i«r7>i ! r^TflItftl7fc. ft 

m <ft»fc£»> <rmsa. *»wtrotttHt»*+ 

2aB*Cft«U>t. $ fefc, ft*?* €r* 5 £ 3<C7 ? 
7^«U«iftll7 7* (Johnson & Johnson (CSICAL IN 

ftLfc. ft*fttt-El3fc»>50«fcU 
-/MiHTS)* 3 CftfiBB J: 0 3 BfStft Lfc. 
[01 28)£SftB-£8B (ft&ftft) 

<lt3H) 
[0129] (2)ftft 

2%>f S**Kftft. Mt0«t^O2J«tt#. 0.1 
2Sn$»t^'* ^y*>«ft<0«ftftftftKO^XSB7 
^^!^IMB«flHBE«zW*WM6»S-«2. 3fc 

* 9 VVftftfc RftCLhCfttl Lfc. 
[0130] 
[«2] 







Httttd/a} 


tmma 


MRS 


0.33±«.33 




■ft** 










819.l3bl29.8B 








164. 0± 33.22 


70.37 


MM 2 2 Oftftft < 2 Ktt*) 


237. S± 53.78 


S4.29 


0.12WMK^*/>«^ 


28L<± 60.84 


49.87 1 



[0131] 



* K[*3] 







pm(l/a] 




MMW 


12.6D±3.00 




mnmm 

r-mm 








mrnmrn 




371. 42± 71.03 




*tt#l2 20ftft« (2K«*W) 


217. 40± 88.51 


41.46 


Xftfl2 40ft*« (2KB*) 


61.3C± 1L64 


33.36 


M8fl2 7©ft#* C2M4K9T) 


235. 60± 37.11 


36.36 


WMI2 9«)ftMi (2XH) 


362L00± 97.78 


LS3 


ftlMSlOftMl (2 KM) j 


153. 75±13L3I 


56.99 



[0132] (mtW35) 
(1) Wftfrtt 



*ft4Mi49ttl>Ba I b/c7-)x (If) £B*?UT 
( ft ) J: 0 HAL 1 mf3r)BUVmcr>toz9mtz» t 
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[0 1 33) OStf&tfSSS 

*ft&zfB&i±Bmt=c?rtmizmtxff'>t: (run,* 

-.4 3(8). P1099.1994) . f£*><a. n&TA>7 
5> (OVA) lutb*mfcTA,$.-*7J*yi\, (alia) 4 
is£4-tr£ilftttiff2 5 0*l*ftErttM-LT»EL 

fc. SS*2E1§*>»1U OHtttSX— fJUM)Tl:5 
«OVA ( 2 0/il ) S-^fc^rtffiWLJt. SKCiiH 
Ttt. ffiW<0»«€-Bi<7t<60VAOftfc0tC*a*« 

[oi 34] 92n^jmmscx<rm& 

OVATSfir* t l«Hh 24«BH»tt-^k5r* 
(0 1 35] ®»W5^^£ 

(CMC) £62 4*0Smt 2«*W»CfiO 

%CMC<OA«.fl^Ufe. -f-LTaTossioaow (It 

[0 1 36] JW* (%) = ( (OVA3BfflBW2-£» 
WB^WA-^A»ffi8«aft-5-»OB:<OJSCA) /OVA 
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swo ) xi oo 

[0137] (2)tt£ 

*4«=**-*9. Mt«22<0ft^Wi3 2«^,<0|| 

[0 1 38) 
[«4J 



»4 







If* 


nmm («o 


••Ml 


mm 






4 


0 


16. 4 


«M22 


ISacAx it 


4 


91.8 


.100.0 


Bv/fcr pc 


5 


28.6 


41.4 




lw/kf pc 


4 


2S.8| 64.4 



[0 1 39] 

m&oimiziimThh. 



(Tziimti mm ** 

»3!5il|*£«±»*#«r#yO1500Wft 



